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PROBLEM TO BE SOLVED: To obtain a new taxol derivative having excellent antineoplastic action, higher 
in efficacy against digestive organ cancers such as colon cancer among others, thus useful as an 
antineoplastic agent. 

SOLUTION: This new taxol derivative (salt) is expressed by formula I [R<1> is a (halogen, etc.-substituted) 
phenyl; R<2> is a (cyclo)alkyl, an alkoxyl, etc.; R<3> is H, OH, a halogen, etc.; R<4> is an acyl or a (cyano, 
etc.-substituted) alkyl except methyl; Q is a group of formula II (R<5> is OH, an alkyl, etc.) or formula III 
(R<6> and R<7> are each H, an alkyl, etc.); Z<1> and Z<2> are each H, OH, a halogen, etc.; Z<3> is an 
alkyl, an aryl, etc.; Z<4> is a (halogen, etc.substituted) alkyl, an aryl or an alkoxyl], e.g. 13-0-[(2R,3S)-3-(t- 
butoxycarbonylamino)-2-hydroxy-3- phenylpropionyl]-18-cyano-10-deacetyl baccatin III. The compound of 
formula I is obtained by condensation reaction of a compound of formula V with a compound of formula IV 
derived from 10-deacetyl baccatin III. 
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[0 0 7 5] R 31 com 

[0076] 

Ut3 1 ] 

— N C 

[0077] fcUTtt, Q 1 fcJ:y : Q 2 ^-^<ktt'* > 



[0078] 
Hfc3 2] 



-O 



H-Y 3 N NH^^{iN-Y 3 SrS»L. VttTVMfH' 

> gf»££fr5i» 

[0080] QifcitfQ^^fcfciffcfc*-;*** 

T>V*)V&X'b&%&. Z<r>T)\s*)Vmi. C, ~C 6 

[0081] 5H8ft>& 6N30>*& S^IMlwajRai 

[0082] Y{±C , ~C 3 TA>*Mtsim*. I 

^i^ktTa, c, ~c 3 7)v*)vmifiM$. u\ 

[0083] R 4 t LX\&T i s>V&. MW.&cr>C 2 -C 
V\ 

[0084] R 4 e>teffi&COC 2 ~C 6 7)V*>vmt L 

[0085] R 4 <7)Smc, ~C 6 7)^)Vm<r)WHm 
tlXit, is7/&, 7 : JVm. 7x^75 /fi. 7^ 

[0086] 
Hfc3 3] 



o 



[0087] <X*ttI»MfiK USMt?. CH, . C 
H-Y 4 , NH£fciiN-Y 4 £gl]fcU Y 4 tiC, ~C 3 

T)\,*)\>mmc$h. ) x-mtii. sxik?*4 
mmmi. ^conmm.^x'htmw.^^zr)^ 

[0088] R 4 oStftC! ~c 6 7;u^-;i'a<oK^a 

[0089] 
H&34J 



■0 



[0079] ( xmmmm. mnm. ch 2 .c 



[0090] ( X 4 Ji&f&f ? . ajMFP. CH 2 . 

CH-Y 4 , NH4^i:N-Y 4 $-Sl*t. Y 4 (iCj ~~ 

C 3 TA*H&iWRth. ) x-mztiz. Sam?* 

mmm&it. ^mcomm^x-bmrn^wzrn' 

[ 0 0 9 1 ] R5 t LT 14. 7j<l?a. 7^^v». 
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[0092] R 5 OTislUXZismklZte. 7*h* 

[009 3 j r 5 orn^Mfifci/cii. c t ~c 6 r 

)i>*)i>t>mmi<. mzj**)i>m. x^g, roe 

[0094] R 5 <r>7)l-?=-lVmt LXlt. C 2 ~C 6 
[0095] R 5 <r)7}V3*ci/)V&kLX\t. C, -C 

W 

[0096] R 5 <r>7)V*)Vmii£lf7)Va5:is)\smcr) 

m/mt ixa. 7)V3*is*i)i>#-)v^ is 
7m. 7is)vm. 7ii*ii'7§;m. 7>i*)w-*& 

mmmmmte. *<?)®<»mfm?±iz7ii>*>\'mi 
i o o 9 7 1 fto^saa^offiftsffjit: 

[0 0 98]4aXttX9Bfii:l/ttt. toiJ-/>, tr 

^y^'y. e^^'y, -M-t^yy. 
ey^'y. 4-c, ~c 3 r;i"Jf;nr^5xy*»<oiSt*> 

[0 0 9 9] R5 fcLttt* *KS. 7*h*x», T 

y /Wfiifcii^A* y vifcUf-**^* y y (Kt^ 
* y yiftttf-sr^u* y yia. -eoa^fliifim^T-* 

tin. )*»fe»*>#i4a*afflHEfcLT*LTV^K 

ask 2 « fctt 3 ^ta^u* t> t < HtT^a* s^p*** 
[oioo] 4fc, R 5 coffi u^oopu: trffi- 

O- (CH 2 ) n -R8i (nli0jK>6OffiR*i:i* 

U r 51 lirn^-zi^ 7/1^-/1^ ^?n7/u 
^•js. ry-;was, mmmtiim 

[0101] 
MS3 5] 

— N C 

Q 2 

[0 10 2] (Q 1 tJj:t//4fettQ i ttH-TtM<ro 
[0 103] 



Hfc3 6] 



-o 



[0 104] (XNiKMffF, WOTf, CH 2 , C 

H-Y5 S NH£fc{iN-Y5£glt|cU Y*\t7A>*ll> 

<m<mfm : ?xbhtim& : f-±.iz7)\'*)v&tt lx 

t>«fcv>. ) Z&i$.lXi>£\\ ) tmfZZbtfX'Z 
[0105] R 8 1 fc LTtis C 2 ~C 6 7)V>r-)Vm 

i)Wtt<. ®\,z7 y ivmm * u*. 

[0106] R 6 tfm-O- (CH 2 ) n - R 51 C0$ 
itto&bn* U^Wk LTtt, ntfOTR 51 *«7y* 

[0107] r 6 fc urttr;^yuas. 7^-/n^ 

[0108] R 6 <?)7lV*)Vmtmm. 1 *><o 6tf9£>tf) 

[ 0 1 0 9 ] R« 0)T/\*^iVmb LTti. DSNS 2 4* 
[ o 1 1 o ] r 6 <rrr)V*iv&^ 7/i^-/u£t7t<27 

[0111] 
[<fc3 7] 

rv 

[0112] (x^mm?. wbwp, ch 2 , c 

H-Y<\ NH£/ctiN-Y 6 £gi!fcU Y B ttC, ~C 3 

xteffit* ^(omcomm^x'htm!Mi-±iz7i^ 
)\^mtixh^\ ) ##au>. 

[0113] 7^^7SyS<07;^/HSB^{4C 1 ~ 
C 3 7)^)^mmil<. yr;Wp;MB«-p*>J:v\ 
(^'7^;H^(7)^. %<r>2~xr>7)V*>vmm- 



[0114] 
[<L3 8] 



o 



[0115] T««n.*, S*SH t fc*tr5IUI4fctt 
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*yy. *3rt;u#yy» 4-c, ~c 3 7;i**;n?* 
[ o 1 1 6 1 it. w.mmm<r>m<r>m&R??b&&m 

[ 0 1 1 7 3 K> b LTtt, ^JS^^^JiT;^;« 
[0 1 18] Z» fcitfz* tcfcttS "AnyvSFF 
U\ 

[0 1 19] RlttC. Z> fci^Z* CtJ»t& "7/t^ 
A*" fcLTtt, ^f-^. x*/WS, rnt;US*W 

[ 0 1 2 0 ] Z> LTtt. AoyyK^. 

U>. 

[ 0 1 2 1 ] Z> i: LTIi, ^D^yH^ 

[0 122] z» fcitfZ' kUitlffiLMtt. 

Z» i«7 7«Bf, Z* #7?*«^ffl*£;btf4>*> 

<o, z' tf*gfi£, z* #**iFFofi*£;l»tt*>i 
*> s *4VMiZ» Z* 

[ 0 1 2 3 ] Z3 fc LTJ47'J-/HS. *a&ft. 7;U 

[0 1 24] Z» <T) "T0-/l<&" bLXH. 7i-* 

[ 0 1 2 5 3 Z3 co "7A^-;P«" t t/tl±. 2 

[ o 1 2 6 3 z3 ommm&t i-as.. smfrvmm 

mmtK. Sfelcli, *Stttf>5H«4fcli6HtB 

o&$«><*74L<. MUi. to-;k 75 y. * 
#7xy, trnyj/'y, fb^thw^y, rh?t 



yyy, vjYVisy. ^-tr-^K f-7V-;k * 

^^V*-^ f-7> ; 7V-;W, t'J^y. s;tHn 

y, eys^'y. t7^>> f*55»\ s^-fry, 
e?y. *;U*yy?8!a^$*tfi6SAWWx&. 
[ 0 1 2 7 ] Z3 <0®?&§SO+Tltfc#4 U>t>Oi 

?zi®$tiMmmx'b>), mm. tQ-/k 75 

y, W7iy, en'jyX fh5tKn75^ -f 
h5tKnf*7x^ try^y. ^'h Kntry^'y, 

[0128] za (ommmm^x-mmt u>*><ot 

®m<r>mi$.m?bix®m : ?. mm^axxmm 

tt, 7?y. ey^'y. tn-;i,*^^A^i,s*<®i> 
if 4 1\\ 

[0 129] Z3 bLXli. 2-^f*-l-rn^ 

[ 0 1 3 0 3 Z< tt7y Wl^4fctt7/I/3*S'/W&&« 
#4U*. 

[01313 z« co"7y-;l<*" fcLTJi. 
g*W4U\ 

[0 1 3 2 ] Z* tf> "7^3^v;^S" t LTIi, mE. 

[0 133] Z« bLXit. 7i-/«> W=lft7>* 

[0134] *W!BfcJ3V>Ttt, WT£*-fSWffiEO 

[0 135] 
Hfc3 9] 

R 3 





„ ^ HO ^ 0^ 



o 

0 



[0 1 3 6] Q*« 
[01 37] 
tflMO] 



R 1 R 2 

R 5 O 
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[0138] *>*£W\ fc4 1 OittfflMtfJfF* U\ 
[0 1393 




[ 0 1 4 0 ] Q*< 
[0141] 
Hfc4 2] 



R 1 R a 

[0142] 0>*&-&(i. 4fc4 3coi#EBA { #* Ln. 

[0 143] 
Hfc4 3] 



R 7 R 8 

X 




[0144] <7)f£-&LT^S 3 ' ficD&ttiE 

[0145] v-^w»*tta«*fl544 

[0146] ttz. *;^5/;uat«ttk LT<±» fiU 
»/ y f-^Att. h y a y y 



R 1 R 2 

[0147] *fti|Hfc69Wl!S&*ft!ftf 6 . 

[0148] #&9Hfc£ftkL 1 O-frtf/Wiv* 
[0 14 9] 

Hfc4 4 ] 



(13) 



^¥9-208572 




[01503 
[«4 5] 



Z 3 COOH 



0 »»^R« ^ H 



OH 



R" R 

(A) 



(B) 




^fis. =5rfc. #«ft£a£&fr<c (ak (b> *fc 

<i (C) ^b^tfiS^Srfif-D^O, **v^li-»«jf 
ALT**!**, T»J-;i^W*a»»U. 

ft^i* (a) <b) tm^imsmt lt«. 

tfH&ivO**. 4t$. fli^* (A) fcJflv*i:Z»;fe 

[0151] mz&mmmco$m.m(omz^?. 

[0152] R 1 tfWm*1t+l7x~M?Chl1t 

WW* ifciR (Tetrahedron Lett. ,35,8931(19 
94) ) IBa<0*t6fcft-j"C2ffiWXAr^iaHR«KllI 

[01533 r 2 tfxi-ivmMnT^ivmvhMt 

XH. (ffliti. J. Org. Chen. ,59,6156(1994)) 

imnumizx o . 4m7-t\-^vm^immz^m 
Tatars*. 

[0154] 7{JcDR 3 <0£M)£ i: iTli, R 3 fi0^-f 

[oi 55] R 3 mmx'hMk&®M, 

**tt±iHMVTV*ft#ft (Witf. J.Org.Chem.,58_.5 
028(1993)) T1iSS4tl>C:fc(C«t0t#l>C:i:!!) { T'# 



S. , R'Af-OC ( = 0) R«T**fl:£Wi, 7(4 
? n y K fcfljv vt TVMtfhZ t lz X £ i: * { T' 
[0156] R 3 #Any>«TOb*lW<ffc£aL W 

itr. r 3 tfyvm?x'&hik-&mt. 7&mmm 

h\ xf-;px-r;k W^y N l, i-v^r-3-^x 
7r-b'j7;W5>( tick 
[0157] R 3 *<-OC (=0) NQ' Q* T'fc£rt: 

7ift«*iBSt:c l c (=0) or" (R 3 *(i 
ho7i-;«^tWJ -/Hi) 

fffffjfc^yySflEfflS***^. C 1 C (=0) NQ 

1 q 2 x-mtii>tt.&mftmitziim. **w4r 

N = C = OT*3*l&-f Vi'7*-b£^3tf4*ffi 
*iTC*jRT**. R 3 * { *<0ffie7>i:}ag?)i§£J;L 7 

[0158] R 4 OSfflltt. 1 2flM=*S£LTH*.X*- 
SMcJ ->Tff o Z ktf"C* & . Hnyytotomk IX 

[ 0 1 5 9 3 Q4* 
[0 1 60] 
HK4 6 ] 

R 5 O 
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[ o 1 6 1 1 R* tfm-Btmi&itixmt&it 

#IWL X* (Tetrahedro Lett. ,34 . 4921(1993) ) IB 

[0162] 
Ut4 7 ] 



s 




V * 

X'mtlhik%1totLtz&, CH 2 =CH-R» (R53 

\t*3)vx**/}\>&, mmx'm*ixtzi)))s#* : s)\' 
mmm&k lxh. **>v&. x^m. <yy> 

&EM71-n<&. 2, 2, 2-M)?ooxf-/l/» 

mwti\.\ ) x'mtiz>tt&%!ib®M*. m&co 
yvtmttiffl (fiuar. 2' , 2* -rvexuv 

T'fD-MI/H . 2, 2, 6, 6— f h5*?-^-l 
[0163] R 5 j&*x-^/Ui6£*tf LTiKJlUCV>& 

ft^HUi, a ( i ) -ciisiiift^ft (jar. fls 

£fc ( 1 ) fc*U *<0«W)W?*S*i6fl:-&*fcW 

) tR 62 -CH 2 -X (R 52 ti*«jK r 
;u*rt>g s TW-ivm. 7'J-/Ug, Tfr-o^i/tifr 

yM^M-^S-^P - hil>x.yxil>ft~>W* istm 

cnmmtLx^mthm^tmh. )?«s*i* 

N, N - V* f-/P*/k£* T 5 h\ V/- : s H 

*) (y^^^UUf-^A^S-fb-tbU 
fltfftFFTWIU 1 OffokBSSSrSHRMfcx 
-rMfct&Cli: teJ: 9 Waft*. 

[ 0 1 6 4 ] Q# 

[0165] 

[fli4 8] 




x-hi^mitm^x'^x'^ t> . 

[0166] 1 O—fT^W^^y IHSr WO 

94/2008 8#fB§J02r3;T 
[0167] 
[<t4 9] 




teS3ftt*«. R 6, C ( = 0) R7«T*^§iXl»7^Tt 
F*fc»WI*>\ ft£V^iR 61 R7'C (OR") , T'^ 

Zti& r-fe l o - ii yy ? -x>v* y®*?p - 

h>v*yx)v* ym& t'<nmmm : &&.TT&i.mzi£& 
itfcitifttikms. zoix'mtLMt&to 

ft^ttfcWHT* I) ( R 61 fiR 6 * X:UftSS«: J: ->T 

«s$fvo>.5R 6 ( r 6 mwtmtiiiTzymt' 

«MttfcJ:-9TfiMIS#iTV^R' ( R 7 Wmmtz 

lir^/m^fx-mm^iix^m^) twbti. r 

"tt*^g&fcV)7;Mf^»S:fH\ ) HJBWHT* 
(A) s ( B ) tsXV ( C ) tt. J2lTfc**£ 

fc£»(A) Trh9^Hoy P?-, 33.. 5 1 
85 (1992)* 

ft£W(B) ^'-v-^;p r^'J^y v 
■tf-x-f-f-, 1 10, 5917(1988)* 
-ft^tj(C) fh^Hny b;?-, 34,4 1 
49 (19 93)* 

9fif*<^r|>yT'7{4^ftl$^TO^V^^y- 

t^a^mi-fh^tifiiQioixXan, »ttfl:LT*» 
S> 9(4^ h>£*SgSKMtttft(f 7ftA<ageS^ft 

[0 1 683 BfeflttWCff L < Sffiti . 
[0169] 

[0170] 
HE5 0] 
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[0 1 7 1 ] IS1 : 18-7*n*- 1 0-rT-fef-;!^ 
-7, 10, 1 3-O-hUX (Mlxf-zUS/y/U) A 

io-Tr-fe^-7. io, i3-o-bux(hu 

xf-^x'J/W) >^/i]^y III 2.00 g £0iM^S 4 
0 mlWgfllU mLitOVilV 10 mg*5.J:tfN-7*0 
Arm^SHSb' 441 ng SrUnx 1 O^WjISL*:. 

7-f- mfMi&; ?pn*/l/A: T-lrh^ 200:1 

(v/v)) ■cawuwefltew 1.65 g fcusfeotsai: u 

[ 0 1 7 2 ] M£ : 202-206 "C 

'H-NMR(CDC1 3 /TMS) <5(ppm) : 0.57-0. 63(m,6H) , 0.72- 
0.81 (in, 1211). 0.95-1.07(ni,27H), 1.14(s,3H),1.20(s,3 
H), 1.63(s,3H), 1.85-1.93(m,lH). 2.14-2.26(m.2H) , 
2.28(s,3H),2.41-2.53(m,lH), 3.84(d,lH, J=7Hz), 4.14 
(d,lll,J=8Hz), 4.28(d,lH,J=8Hz),4.31(d,lll.J=10llz), 
4 . 38 (dd , 1H , J=7Hz , 10Hz) , 4 . 56 (d , 1H , J=10Hz) , 4 . 84 (d , 1 
H,J=8Hz), 5.06(t,lH,J=8Hz), 5.25(s,lH), 5.59(d,lH. 
J=7Hz),7.46(t,2il,J=8Hz), 7.59(t,lH,J=8Hz), 8.07(d. 
2H,J=8Hz) 

IR(KBr) : 3756, 3680. 3500, 2960, 2916, 2884. 274 
0 , 2196, 1968, 1728,1606, 1586 cr» 
MS-FAB : 967 (MH*) 

[0 1731XS2 : 1 8-i/7V-10-f 7^)V- 



7, 10. 13-O-hUX (hUx^;Wi/iJ;P)ys'7 
#f->-IIl 

±fiieiT»fcfl:^* 154 mg . i/T>fc&V*rJ>, 1 
04 mg iiXlf 1 8-^7^V-6-X— fll 42 rag 
£T-fe h- h 6 ml (cfgfWL 2 Lfc. 

/?7-f- (#S?xf-^:^df-9-y= i;5 ( v /v) ) T* 
PBIS«L4»BeflS^«i 110 mg *&ft0>#fiitfflfti: LT 

[0174] »H-NMR(CDC1 3 /TMS) (ppm) : 0.56-0.82 
(ra,18H), 0.95-1.08(n),27H), 1.17(s,3H). 1.22(s,3H), 
1.63(s,3H), 1.86-1.93(ii. 1H), 2.20(d,2H, J=8.5Hz). 
2.30<s,3H),2.46-2.54(m.lH), 3.35(d,lH.J=17Hz), 3.7 
3(d,iH,j=i7Hz),3.78(d,lK,J=7n'z). 4.14(d,lH.J=8Kz), 

4.28-4.33(m,2H),4.85(d,lH,J=8llz),5.04(s,lll), 5.10 
(t,lH,J=8Hz), 5.60(d,lH.J=7Hz), 7.47(t,2H.J=8Hz), 
7.61(t,lH,J=8Hz), 8.07(d,2H,J=8Hz) 

[0175]Ig3 : 18-xT/-10-fT^U 

iJEl82'«»fc<lfc£» 110 mg SrfcfD^'y 4 ml 

tfUktoT, yvlbkmvvity 1.0 mi SriniSfflT 



(16) 



#^¥9-2 085 7 2 



-y*f-;Mvl>A7$K 4 ml UWfrT* 4 5^ 
y-;W 82 mgfcit^noh yx-f/1^51' 0.20 ml 

«iau *. «»***0>ji[fcftiw*. i»y 

A : *?y-;U= 40:1 (v/v) ) THUIMHUMttte 
Hi 50.0 ng*ft&a#AJ(Blflcfc l/C»fc. 

[ 0 1 7 6 ] 1 H-NMR(CDC1 3 /THS) 5 (ppa) : 0.48-0.62 
(n,6H), 0.91-0.98(m,9H). 1.08(s.3H), l.ll(s,3H), 
1.71(8. 311). 1. 86-1. 93(m.lll), 2.27(s.3II). 2.31-2.37 
(m.2H), 2.41-2. 49(a.lH). 3. 16(br,lH), 3.54(d.lH.J=l 
7Hz). 3.77-3.83(m,2H), 4.14(d,lH.J=8Hz), 4. 26-4.33 
(m.211), 4. 89-4. 91 (in, 2H), 5.06(br,lH). 5.57(d,lH,J= 
7Hz).7.48(t,2H.J=8Hz). 7.62(t, 1H, J=8Hz), 8.08(d,2 

H, J=8Hz) 

[0 177]IS4:7, 1 0 -O- t'X ( b yxfvU 

y'jrt') -18-^ry-i o-rr-fef-^yAf-v 

III 

±IBim3T1#!t-ft-&ft 50.0 mg if h7th'D77 
> 3 ml fcjfflWL -WCWWULfc. n -7> 

^■Jf^A (1.70M^-ty}§?g) 0.21 ml fcttTLl 
5tHJL ;nob'JIf/l/x7>' 0.060 ml Ztomfo 
X' 1 Bf|8Hf& lit . RieaSrlWMSftT^-^ A*» 

(HRltfftt: ?on*;kk: 7*hy= 40:1 (v/v) ) 
THH»IWKLSBMfc£ft 28.0 mg£&e£<W B Mattfc 

[0 1 7 8] >H-NMR(CDC1 3 /TMS) S(ppm) :0.55-0.76 
(a, 1211), 0.95-1. 05(a, 1811), 1.10(s,31l), 1.21(s,3II), 

I. 64(s,3H), 1.85-1.92(m,lH), 2.27(s,3H), 2.30-2.33 
(m,2H),2.44-2.55(m,lH), 2.87(d,lH,J=6Hz),3.41(d,l 
H,J=17IIz), 3.77-3.85(m,2H),4.12(d,lH,J=8Hz), 4.26- 
4.31(m,2H), 4.88(d,lH,J=8Hz). 4.98(s,lH),5.06(br,l 
H), 5.60(d,lH,J=7Hz), 7.47(t.2H, J=8Hz) , 7.61(t,lH. 
J=81lz),8.08(d.2H,J=8llz) 

[0 179]IS5:7. 1 0-0- tfX ( I- tlXf-H- 
-13-0- [ (2R. 3S) -3- (tert- 
•7Y*i/*l)V-$-)V7$.J) -2- (tert-yf-^v^ 
*)VisVlV**ri') -3-y x-lira^-)^) -1 

8-v-ry- 1 o -rr-fc^wwtff-yni 

±iaXg4T1#/c^ft26.5mg feJ:tM3R, 4 
S) -1- (tert-T'h^i'jfrH'jKx^) - 3- (tert 
- j-fVv U ;M"df x ) - 4 - 7 x ~)VT -tff- 
^y-2-3fy28.0 mg £rh5t Vnyj> 2 ml t 
»WU -78 -Cfc&inL*:. KWC, f h'J^Ab'X 



(b'J^f-^v'J/P) 7$ F ( lMrh7tHa77V 
8ft) 0.14 ml SrSSTL 15 tMSI* Lfc. ttHOftTy 

ff*U fc&toaafri/yayjWW^nvh/?? 
4- (SUM : Wmx.+A' : 1:5 (v/v) ) 

T'STOSSL. flH^^13.5Bg*^aftRiJtlim 

[0 1 80 3 >H-NHR(CDC1 3 /TMS) d (ppm) :-0.40(s,3H), 
0.10(s.3H), 0.57-0.79(m,21H), 0.98-1.06(m,18H).l. 
21(s,9H), 1.26(s,3H), 1.35(s,3H), 1.67(s,3H), 1.90 
-1.97(m.lH),2.09-2.17(m,lH), 2.25-2.31 (m, 111), 2.48 
-2.550UH), 2.57(s,3H),3.50(d.lH,J=17Hz). 3.59(d, 
lH.J=17Hz), 3.77(d,lH,J=7Hz),4.13(d,lH,J=8Hz), 4.2 
9-4.35(m.2H), 4.72(d,lH,J=lHz),4.85(d,lH,J=8Hz), 
5.00(s,lH), 5.39(d,lH,J=10Hz), 5.47(d,lH,J=10Hz), 
5.66(d,lH,J=7Hz), 6.63(t,lH,J=8Hz), 7.27-7.41 (m,5 
II), 7.44(t,2H,J=8Hz),7.55(t,lH,J=8llz), 8.13(d,2ll,J 
=8Hz) 

[0 181] 186 : 13-0- [ (2R. 3S) -3 
- (tert-7>*v#;W<x/l/7*$y) -2-th'n^f 
y-3-7i Yi^-H ] -18-^7^-10 

-f'7-fe^A*7^f->-III 

±EEB5-C»;tefc£ft 13.5 ragfcf'J^y 2 ml fc» 
HUMfrT. 7 7-fbK*f 0.40 iifcaniSSffl? 
-HftHWLfc. KJ^*^LfHM**K"C597;l> 

-;i/= 20:i (v/v) ) x-mmmm. 1, 

yJ:0«l*«ilLiBEfl:-ft* 5.8 mg SrSfellttfc LT 

C 0 1 8 2 3 WA ■■ 180-186 n 
iH-NMR(CDCl 3 /TMS) S(ppm) :1.15(s,3H), 1.30(s,9 
H). 1.31(s,3H), 1.75(s,3H), 1.82-1.92(ni,lH),2.25- 
2.38(n>,2H),2.43(s.3ll), 2. 53-2.61 (a. Ill), 3.35(br,l 
H).3.50-3.60(m,2H), 3.82(d,lH.J=7Hz), 4.17(d,lH,J= 
8Hz), 4.16-4. 22(m,lH),4.27(s,lH), 4.33(d,lH, J=8H 
z), 4.73(br,lH), 4.91(d,lH,J=8Hz),5.01(s,lll). 5.30 
(br.lH). 5.51(d like.lH, J=10Hz), 5.68(d,lH,J=7Hz), 
6.45(t.iK,J=8Kz), 7.35-7.41 (ra, 5H) . 7.49(t,2H.J=8H 
z), 7.61(t,lH,J=8llz),8.10(d,2H,J=8llz) 
IR(KBr) : 3800, 3448, 3072, 2980, 2940, 2260, 171 
4, 1604, 1586 cr' 
MS-FAB : 833 (Ml*) 

[01833 mw\2 

[01843 
[ft 5 1 3 
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[0 185]Xgl:7, 1 3-O-fcf* (HJx*^ 

7. 1 3-O-t'X (MJxf-rt^U/lO Ay^f-yil 
I Zmmi 1 <OXg 1 H«tcai5S*fBaft^*«r* 

[ 0 1 8 6 ] BJ£ : 204-206 'C 

iH-NMR(CDCl 3 /TMS) S(ppm) : 0.54-0. 64(n,6H) . 0.69- 
0.80(m,6II), 0.94(t,9IU=7IIz), 1.05(t,9H, J=7IIz) ,1.1 
6(s.3H),1.20(s,3H), 1.64(s,3H), 1.84-1.91(m,lH), 
2.16-2.25(s+m,5H),2.29(s.3H), 2.45-2. 53(n.lH) , 3.8 
3<cUIU=7Hz), 4.13(d,lIW^Hz),4.30(d,lll,J=81Iz), 
4.47(dd,lH,J=7Hz,10Hz),4.51 and 4.55(each d, total 
2H,J=10Hz), 4.87(d,lH,J=8Hz),5.08(t,lH,J=8Hz), 5.6 
2(d,lll,J=7Hz), 6.57(s,lH), 7.47 (t,2H,J=8Hz) ,7.61 
(t,lH,J=8Hz), 8.08<d,2H ( J=8Hz) 
IR(KBr) : 3484, 2964, 2916, 2884, 2740, 1748, 173 
0, 1604, 1586 cm" 1 
MS-FAB : 895 (MH+) 

[01 87] Xg2 : 18-7^-7, 13-O-t" 
x ( h yxf^yy^) ^vij^ym 
±KlglT#fcfc£ft 180 mg SrN, N-y^fvP* 
;UA7S H 4 ml ItZmmi. TV{t1*hVV& 65.5 mg 

60 *cx'2mnmuz. mmzmiz&m 

»»x^:^^y= 1:4 (v/v)) ?SBH*»lflKe 

151 rag ^«feO#tf H fita*i:LT^o 
[0188] 1 II-NMR(CDC1 3 /TMS) S(ppm) : 0.54-0.62 
<m,6H), 0.66-0.75(ra,6H), 0.93(t.9H. J=7Hz) , 1.03(t, 
9H,J=7Hz),1.19(s,3H),1.24(s,3H), 1.66(s,3H), 1.83- 




1.90(m,lH), 2.21-2.27(m,2H),2.19(s,3H), 2.28(s,3 
H) ,2. 45-2. 53 (m, 1H) , 3. 88 (d, 1H, J=71Iz) , 4. 13(d, HI, J=l 
3Hz). 4.14(d,lH.J=3Hz), 4.31(d, 1H. J=8Hz) ,4.46(dd,l 

H. J=7Hz,10Hz), 4.54(d,lH,J*13Hz), 4.89(d,lH, J=8H 
z),5.03(t,lH,J=8Hz), 5.64(d,lH,J=7Hz), 6. 51 (s, 111), 

7. 48 (t , 2H , J=8Hz) , 7 . 61 (t , 1H , J=8Hz) , 8 . 04 (d , 2H , J=8H 
z) 

[0189]XS3: 1 8-7^ F- 7 -0 - h Uxf- 

xiaxg 2 Tntdtsmzmm 1 <dxm3 t ®mzK 

[0190] 1 H-NMR(CDC1 3 /TMS) d ( PP n) : 0.51-0.62 
<m,6H), 0.92(t,9H,J=7Hz), l.ll(s,3H), 1.24(s,3H), 

I. 67(s,3H),1.83-1.90(m,lH), 2.19(s,3H), 2.28(s,3 
H), 2.30-2.33(m,2H),2.45-2.53(m,lH), 2.70(d,lH, J=4 
Hz), 3.82(d,lH,J=7Hz), 4.12(d,lH,J=8Hz),4.21(d,lH, 
J=13llz), 4.31(d,lH,J=8Hz), 4.37(dd,lII, J=711z, 10Hz) , 
4.91(d.lH,J=8Hz), 4.97(d,lH,J=13Hz), 5. 00-5. 04 (in, 1 
H),5.63(d,lH,J=7Hz), 6.26(s,lH), 7.48(t,2H, J=8Hz) , 

7. 61 (t , 1H, J=8Hz) , 8. 10 (d , 2H , J=8Hz) 

[0191]XS4 : 18-7vF-l 3-0- [ (2 
R, 3 S ) -3- ( tert- y" r i/AjiVft—iVT 5 J ) 
- 2 - 1 F a* 3 - 7 x-/U7°n t°;f-/U] 

±iaXS3THfdb^ 40.0 m&£tf ( 2 R, 3 S ) 
-N- (tert-7h*$s#?Vtf~)l>) -N, O- (4- 

^^v^y^'JrV) -3-7xi/MVt'jy 65 

/Mr;M<SM S F 37 1 0#»fftt, 4-^ 

^75/tfU^V 6.6 mg $Jn£3 0#*#Lfc. ^ 
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[01851181:7. 1 3 -O-t'X ( b >jx^ 
i/U/U) -18-7n*A**y#f-yin 
7, 1 3-O-t'X ( H;xf-;l^»J/W) rCy^fVII 

i t*^i«oxaikra«(cBaBS*iiiBft"6«tii 

[ 0 1 8 6 ] Mjft : 204-206 "C 

1 H-NMR (C0C1 3 /TMS) (ppn) : 0. 54-0. 64 (id, 6H) , 0. 69- 
.0.80(m,6H), 0.94(t,9H,J=7Hz), 1.05(t,9H, J=7Ilz) 
6(s l 3H) > 1.20(s,3H), 1.64(s,3H>, 1.84-1. 91 (in, 1H) , 
2.16-2. 25(s+m,5H),2.29(s,3H), 2.45-2. 53 (m,lH), 3.8 
3 (d , 1H , J=7Hz) , 4 . 13(d . 1H, J=8Uz) . 4 . 30 (d. 1H, J=8Hz) , 
4.47(dd,lH,J=7Hz,10Hz),4.51 and 4.55(each d, total 
2H,J=10Hz), 4.87(d4H f J=8Hz),5.08(t,lH ( J=8Hz), 5.6 
2(d,lll,J=7Hz). 6.57(s,lH), 7.47(t,2H, J=8Hz) ,7.61 
(t,lH,J=8Hz), 8.08(d,2H,J=8Hz) 
IR(KBr) : 3484, 2964, 2916, 2884, 2740, 1748, 173 
0, 1604, 1586 cm" 1 
MS-FAB: 895 (MH + ) 

[0187] Xg 2:18- TV H - 7 , 13-O-tf 
x ( h Uxf-;us/U;i/) ^vX^yiu 
±Klg 1 Ttlfc'fttett 180 rag *N. N-i/^f-;M; 

H 4 ml fc8fj»U Tzsfcfb 'J^A 65.5 mg 
SrJP^. 60 iCT2flrBfl|tfLfc, RiBafc**fc:ft«r» 
I?xf^TltbaiU I^Att*^IBtas»a. *7j< 

Wmx+fr: 1:4 (v/v)) TBHRttHLMB 

[ 0 1 8 8 ] 1 II-NMR(CDC1 3 /TM5) $ (ppm) : 0.54-0.62 
(m,6H), 0.66-0.75(m.6H) f 0.93(t,9H, J=7Hz) , 1.03(t, 
9H,J=7Hz),1.19(s,3H) t 1.24(s,3H), 1.66(s.3H), 1.83- 




1.90(ra.lH), 2.21-2.27(m,2H),2.19(s,3H), 2.28(s,3 
H) ,2. 45-2. 53(m, 1H) , 3.88(d, 1H, J=71Iz) ,4. 13(d, 1H, J-l 
3Hz), 4.14(d,lH,J=8Hz), 4.31(d,lH, J=8Hz) ,4.46(dd, 1 

H, J=7Hz,10Hz), 4.54(d,lH,J=13Hz), 4.89(d,lH, J=8H 
z),5.03(t,lH,J=8Hz), 5.64(d,lH,J=7Hz) t 6.51 (s,lll), 

7.48(t,2H,J^Hz).7.61(t,lH,J=8Hz), 8.04(d,2H, J=3H 
z) 

[0189]Xg3: 18-rxK-7-0-hUxf- 

±taxs2 tit fcflteftfc mmm 1 oxg3 1 sats 

[0190] iH-NMRtCDCla/TMS) $ (ppm) : 0.51-0.62 
(ra,6H), 0.92(t,9H,J=7Hz), l.ll(s,3H), 1.24(s,3H), 

I. 67 (s. 311), 1.83-1. 90 (b.IH), 2.19(s,3Il), 2.28(s,3 
H), 2.30-2.33(m f 2H),2.45-2.53(m,lH), 2.70(d, 1H, J=4 
Hz), 3.82(d,lH,J=7Hz), 4.12(d,lH, J=8Hz),4.21(d,lH, 
J=13Ilz), 4.31(d,lH,J=8Hz), 4.37(dd,lH,J=7!Iz,10l!z) , 
4.91(d.lH.J=8Hz), 4.97(d,lH,J=13Hz), 5. 00-5. 04 (in, 1 
H),5.63(d,lH,J=7Hz), 6.26(s,lH), 7.48(t,2H,J=8Hz) , 

7 . 61 (t , 1H , J^8Hz) , 8 . 10 (d , 211 , J=8Hz) 

[0 19UIS4: 1*8-7^^-13-0- [ (2 
R. 3S) -3- (tert-^h^fi/^/Vrffx^rSy) 
-2-tHn^y-3- 7 xxyurn t°>fx;U] A y # 

JJElH3?f*:Mfc£ft 40.0 ragfcilX ( 2 R, 3 S ) 
-N- (tert-yh^^*;l^3jfx;|/) -N, O- (4- 

^b^^y^jfV) -3-7x^;Myt'jy 65 

iVtiVif^M S K 37 BgtlDi 1 OiMWftt. 4-^ 
f-^TSyeUxy 6.6 mg «rJni3 0#JItfU:. ^ 
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**9J-)\> 2 ml MiSTFV isJl&l 20.4 mg 

;UA : **y-/U-20:l (v/v) ) TBBRflKtt. 1 . 4 

-iS'A^yivmmMLmm&m 29mg£a£ii 

t 0 1 9 2 ] Hj£ : 184-187 X: 
MI-NMR(CDC1 3 /TMS) S(ppm) :1.21(s,3H), 1.31(s,9 
H), 1.34(s,3H), 1.68(s.3H), 1. 84-1. 90(i.lH), 2.25 
(s,3H), 2.31(d,2H.J=9Hz), 2.39(s,3H). 2. 50-2. 58 (m, 
lH),3.30(br,lH). 3.81(d,lH,J=7Hz) , 3.89(d,lH.J=14H 




[0195] H*fiWl20IS4Tl#7t^* 12.5 ng£ 

wm 0.5 mi axx/mmm 0.5 mi wsHLaarF. 

*S14E$fi* 100 mg *HBi3 04M«¥Ufc. 3*8* W 

;w= 20:1 (v/v) )X'mmmmu 1, 

«k OXtSKfliLAefl:^! 6.5 mg LTff 

{ 0 1 9 6 ] gfeft : 190-194 *C 
» H-NMR (CDC1 3 /TMS) (ppn) : 1 . 21 (s, 3H) , 1 . 22(s , 3 



z), 4.16(d,lH,J=8Hz),4.24(d,lH,J=14Hz), 4.30(d,lH, 
J=8Hz). 4.36-4.38(m.lH). 4.64(s like.lH),4.91(d.l 
ll,J=8Hz), 5. 31 (d like,lH,J=10Hz), 5.52(d like.lll.J 
=10Hz).5.68(d.lH,J=7Hz), 6.29(s.lH). 6. 41(t, 1H, J=8 
Hz), 7.31-7.43(m,5H),7.49(t,2H,J=8Hz). 7.61(t.lH.J 
=8Hz), 8.10(d,2H,J=8Hz) 

IR(KBr) : 3456. 3072, 2980, 2908, 2112, 1718, 160 
4, 1586 cm-i 
MS-FAB: 891 (MH*) 

[0193] HWM3 : 18-T-feh7$K-13-0 
- [ (2R, 3S) -3- (tert-T'h^-^yM^-'J 
75/) -2-t Kadr^-3-7x-;Wrotr>T^ 

[0194] 
Ht5 2] 




H), 1.36(s.9H), 1.70(s,3H), 1. 80-1. 84(m,lH), 2.06 
(s,3H), 2.25(s,3H), 2.31(s,3H), 2.32-2.39(m,2H) , 
2. 45-2. 54 (n, 1H) , 3.80 (d, 1H, J=7IIz) , 4 . 14(d). Ill, J=8!l 
z), 4.28-4.32(m,2H), 4.51 (s like.lH),4.62(br.lH), 
4.81(br.lH), 4.91(d,lH.J=8Hz), 5.18(br, 1H) ,5.68(d. 
lll,J=7Hz), 5.90(br.lH), 6.12(t,lH, J=8Hz), 6.37(s,l 
H),6.52(br,lH), 7.30-7.42(m,5H), 7.51(t,2H,J=8Hz), 

7.64(t.lH,J=8Hz),8.06(d.2H,J=8Hz) 
MS-FAB: 929 (MNa*) 

[O197]HJfe0l|4 

[0198] 

Hfc5 3] 
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TESQ 9 OTES 




HO | 



0B2 Sj 



X|?l L J I™ HO I I 

OTBS 0Bz g Ac 



X«2 



o 

BOCHM q 

^ OTBS ™ §az Sao 

[0199] 181 : 7. 10-O-b*;UMJx^ 
>-'J/U) -13-0- [ (2 R, 3S)-3 - (tert- 
7h^#;U;K~;U7$7> -2- (tert- 7^-/1/ v;* 
fvl^U;k**x) -3-7x^;l/7°Dt°>j-r.;i/] - 1 

7, 1 O-b'X ( h»Jxf*;l/^»J;U) - 1 o-fnf 
^AV^yill fcJ;l/(3R, 4S) -l-(tert- 
rh^^A^-yU) -3- (tert-^;l/^^;l/^ 

»j i coxm 5 1 mizmzmmit&mzm'&m 

[0 2 0 0] HI-NMR(CDC1 3 /TMS) S(ppm) :-0.30(s,3 
H), -0.10<s ( 3H), 0.56-O.720U2H), 0.75(s,9H) ,0.95 
-1.03(m,18H), 1.22(s,6H), 1.33(s,9H), 1.68(s,3H), 
1.85(s,3H), L89-1. 950UH), 2. 10-2. 18(ra,lH) , 2.32- 
2.410UH), 2.49-2.57(m+s,4H),3.87(d,lH,J=7Hz), 4. 
19 (d, 1H, J=8Hz) , 4. 30 (d, 1H, J=8Hz) , 4. 41 (dd, 1H , J=7Hz, 
10Hz), 4.52(s like.lH), 4.94(d,llU=8Hz),5.17(s,l 
H), 5.32(br,lH). 5.44(d I ike.lH. J=10Hz) . 5.68(d,l 
H,J=7Hz),6.25(t,lH,J=8Hz), 7.28-7.39(m,5H), 7.47 
(t, 211, J=8Kz) , 7. 58 (t, 1H, J=8Hz) , 8. 10 (d, 2H, J=8!lz) 

[02 0 1]Xg2:7, 1 0 -O-t* ( h Uxf-^ 
- I s-y'a^- i 3-0- [ (2R, 3 S ) 
-3- (t^rt-yh^v^/^-^TS/) -2" (te 
rt-y^^f-y^'J;^^rx) - 3 -7xX;l/Tu 

t*-^] -i o-rr-fe^;^<7^^yni 

±iaxs i -c»fcfc^£3!ttw i oxg i k miz& 

[0202] 1 H-NMR(CDC1 3 /TMS) S(ppm) : -0.41(s,3 
II), 0.04(s,3II), 0.58-0. 67 (in, 6H), 0.70(s,9II), 0.72- 
0.81 (m.6H) ( 0. 91-1. 07(m ( 12H), 1.21(s f 9H). 1.25(s,3 
H), 1.33(s,3H), 1.67(s,3H),1.90-1.96(ni,lH), 2.04- 




HO I = 
OBz OAc 

2.120UH), 2.25-2.310UH), 2.48-2.550UH) ,2.58 
(s.3H), 3.82(d,lH,J=7Hz), 4.14(d,lH t J=8Hz) . 4.29 
(d,lH,J=8Hz),4.34-4.42(ni,31I), 4.65(s like,lH), 4.8 
6(d,lH,J=8Hz), 5.21(s,lH),5.40(d,lH,J=10Hz), 5.47 
(d like,lH,J=10Hz), 5.66(d.lH, J=7Hz),6.64(t,lH, J=8 
Hz), 7. 29-7. 41 (m, 5H), 7.44(t,2H, J=8liz>, 7.54(t,HI, 
J=8Hz),8.13(d,2H,J=8Hz) 

[0 20 3 3 XS3:7, 1 0 -O-b'X ( h >JX*/U 
- 1 3-0- [ (2R, 3S) - 3- (tert- 

*)VisV)V$*i/) -3-7x^nWz;l,] -1 

iJaiS2Ti*fcfc£* 55.0 3 ml itZ 

*«u 0.039 mi %Mi-mMfm$ii 

1:9 (v/v)) •rtMULWEft** 41.0 

[0204] 1 H-NMR(CDC1 3 /TMS) a(ppm) : -0.41(s,3 
H), -0.02(s,3H), 0.59-0.69(m,6H),- 0.72<s,9H),0.75- 
0.85(m,6H), 0. 98-1. 02 (m, 1811), 1.20(s,9II), 1.25(s,3 
H). 1.31(s,3H),1.67(s,3H), 1.89-1.950UH), 2.01- 
2.07(:u f 1H) T 2.26-2.32(a,lH) ,2.40-2.44(ai s 4H), 2-52- 
2. 58 (ra+s, 4H) , 3. 23(d, 1H, J=13Hz) , 3. 31 (d, 1H, J=13I!z) , 
3.66-3.670MH), 3.%(d,lH,J=7Hz) ,4.14(d.lH, J=8H 
z), 4.29(d,lH,J=£Hz), 4.43(dd,lH,J=7Hz, 10Hz) ,4.52 
(s,lll), 4.86(d,lH,J=8IIz), 5.38(d,lil,J=10Ilz), 5.43 
(s,lH),5.44(d,lH,J<L0Hz), 5.68(d,lH, J=7Hz) , 6.55 
(t,lH t J=8Hz),7.27-7.40(m,5H) f 7.46(t,2H, J=8Hz>, 7. 
54(t,lH,J=8Hz), 8.14(d,2H,J=8Hz) 
[0 2 05] X84 : 1 3-0- [ (2R. 3S) -3 
- (tert-T'h^^y^-^rS/) -2-bKn* 
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I 0 2 0 6 ] MA : 168-173 *C 
iH-NMR(CDCl 3 /TMS) £(ppm) :1.15(s,3H), 1.30(s,12 
H), 1.75(s,3H), 1.83-1.89(m,lH), 2. 13-2. 19(m, 1H) . 
2.30-2. 39(ni4s,4H), 2.47(m,4H), 2. 53-2. 61 (m, 1H) , 3. 
30(d ( lH ( J=13Hz) ( 3.40(d,lH,J=13Hz), 3.59(m,4H), 3.9 
8 (d , 1H , J=7Hz) . 4 . 18-4 . 23 (n , 2H) , 4. 31 (d , 1H , J=8Hz) , 
O 



TESO> vr 



AcO 




4.43(s like,lH),4.91(d,lH,J=8Hz), 5.33(br,lH),5.38 

(br.lH), 5.42(s.lH). 5.68(d,lH,J=7Hz) , 6.54(t,lH,J 

=8Hz), 7.31-7. 43(m,5H), 7.49(t,2H,J=8Hz) , 7.60(t.l 

H,J=8Hz), 8.12(d,2H,J=8Hz) 

IR(KBr) : 3452, 3068, 2972, 2940, 1954, 1716, 162 

2, 1606, 1496 cm" 1 

MS-FAB : 893 (MH + ) 

[0207]§8fcH5 

[0208] 

[fc5 4] 



Xg2 



BocN^O 

jftP 
X«4 



OBz OAc 

[0209]Xgl : 

f^-7, 10, 13-O-hUX <HJx*/^»J 

safcwi^xaitufcft^* 500 mg ^xx/Thy- 

M^V- 1:9 (v/v)) TttMLBeft'&W 370 mg * 

[0210] iH-NMR(CDCl 3 /TM5) S (ppm) : 0.57-0.75 
(m,18H), 0.96-i.02(ni,27H) ( 1.17(s,3n), 1.23(5,311), 
1.65(s,3Il), 1. 84-1. 91 (m, HI), 2.07(s,3H), 2.13-2.26 
(m,2H), 2.27(s,3H),2.49-2.56(m,lH), 3.87(d, 1H, J*7H 
z), 4.14(d,lH,J=8Hz), 4.29(d,lH, J=8Hz) ,4.41(dd,lH, 
J=7I!z,10IIz), 4. 87-4. 90 (in, 2M), 4.98<d,lH, J=12Hz),5. 
05(t,lH,J=8Hz), 5.23(s,lH), 5.62(d,lH,J=7Hz), 7.47 
(t, 2H , J==8Hz) , 7. 60(t, 1H, J=8Hz) , 8. 08(d, 2H, J=8Hz) 

[02 1 1 ] 182 : 1 1 0-tTH= 

7 - O - h ] J yjrfol/ II )W< v%J->lU 

±iqxs i x-fitzfcsmzmwi 1 oxa 3 1 testes 



[ 0 2 1 2 ] 1 H-NMR(CDC1 3 /TMS) a (ppm) : 0. 49-0. 64 
(ra,6H), 0.95(t,9H,J=7Hz), 1.08(s,6H), 1.73(s,3H), 
1.86-1.93(n,lH), 2.13(s,3H), 2.28(s,3H), 2.22-2.30 
(13,210,2.43-2.50(01, 1H), 3.03(d,lH, J=4Hz) , 3.92(d,l 
H,J=7Hz), 4.15(d,lH,J=8Hz),4.26(d,lH p J=2Hz), 4.31 
(d,lH,J=8Hz), 4.41(dd,lH,J=7Hz,10Hz),4.92{d,lH,J=8 
Hz), 4.97(br,lH), 5.04(d,lH,J=13Hz), 5.12(d,lH, J=l 
3Hz),5.19(d,lH,J=2Hz), 5.59(d, lH,J=7Hz) , 7.47(t,2 

H, J=8Hz) , 7. 60<t, 1H, J=8Hz) , 8. 10(d, 2H, J=8Hz) 
[0213]Xg3 : 18-7Mrh*x-7, 10-O 

-t'* (hUxf-;P5/>J;l/) -10-f7-bf/^* 

TI 

/ ✓ i 1. 1 

JJEIS2 Ttlfcft^ttSrltttW 1 COXU4 t R«KR 

[0214] iH-NMR(CDCI 3 AMS) d (ppm) : 0.56-0.76 
0U2H), 0.94-1.03(10.1811), 1.03(s,31l), 1.09(s,3il), 

I. 65(s.3H), 1.85-1.92(m,lH), 2.11(s,3H), 2.29(s,3 
H), 2.22-2.31(m,2H),2.49-2.57(m,lH), 3.33(d,lH, J=3 
Hz), 3.86(d,lH>7Hz), 4. 13 (d ,111, J=8Hz) i 4.29(d, 1H, 
J=8Hz). 4.38(dd,lH,J=7Hz,10Hz). 4. 88-4. 91 (in, 2H) ,5. 
02(d,lH,J=13Hz), 5.12(d,lH,J=13Hz), 5.26(s,lH), 5. 
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61 (d , 1H, J=7Hz) , 7. 47(t . 2H. J=8Hz) , 7. 60(t, 1H. J=8Hz) , 
8.10(d,2H,J=8Hz) 

[02 1 5J Ig4 : 1 8-7-feM^-l 3-0- 
[ (2R, 3S) -3- (tert-7'h^^;UsK-;U7 

$/) -2-tHo^f^-3-7*-;i'7 , atr^;P] 

-l o— f f 7-bf-;UA*.yXrf-yiii 

±JElS3t1W:ft'&«rtJJ:V(2R. 3S) -n- 
<tert-7>#5/;&;MfcyiO -N. O- (4-*l">f 

i^y S> V r > ) - 3 - 7 x ^/M V He U V ££j&60i] 2 

[ 0 2 1 6 ] RA : 183-187 *C 
•H-NMR(CDC1 3 /TMS) S(ppm) : 1.15(s,3H), 1.23(s,3 
H), 1.34(s.9H). 1.78(s.3H), 1.82-1.89(m. 1H) ,2-13 



(s,3H), 2.31(s,3H). 2.33-2.39(m,2H), 2.53-2.57(m,l 
H). 3.60(br.lH),3.79(d,lH.J=7Hz), 4.18(d,lH,J=8H 
z), 4.30(d,lH,J=8Hz),4.38(dd,lH,J=7Hz,10Hz), 4.56 
(s like.lH), 4.70(d > lH,J=13Hz).4.90(d,lH,J=13Hz). 
4 . 93 (d , 1H , J=8Hz) , 5 . 28 (br , 1H) . 5. 31 (s , 1H) , 5 . 66 (br , 1 
H). 5.69<d,lH,J=7Hz), 6.23(t,lH,J=8Hz),7.30-7.39 
(m,5H), 7.49(t,2H,J=8Hz), 7.61(t,lH,J=8Hz) . 8.09 
(d.2H,J=8Hz) 

IR(KBr) : 3460, 3068, 2984. 2944, 1980, 1718, 160 
4, 1586 cr» 
MS-FAB: 866 (MH*) 

[0217 J 3SJ 

[0218] 

Ut5 5 ] 




OTBS 



102191IS1 : 1 3-0- [ (2R, 3S)-3 

- ( tert -7h* isi]>VX-)V7 5 J ) - 2- (tert- 

J-fri/ D/M"^) -3-7 i-^ro £;* 
—lis] -7-0- M»x^-;Wxll;WN'.y^-J-yill 
7-o-h';xf-;^»;^N*-y^f->in fcii^ ( 3 

R, 4S) -1- (tert-rh^io^tf-;!/) -4- 
7x-;l/-3- ( hVX.WsVJV***') 7-tff-s^ 

- 2 -3j-y*38fcffl4 coig 1 i: RftK£&3-&8£ft 

[ 0 2 2 0 ] 1 II-NMR(CDC1 3 /TMS) 8 (p P m) : -0.32(s, 3 
H), -0.10(s,3H), 0.53-0.63(m,6H). 0.73(s,9H),0.93 
(t,9H.J=7Hz), 1.23(s,6H), 1.30(s.9H). 1.70(s,3H), 
1.87-1.94(m,lH),2.00(s,3ll), 2. 11-2. 17(m, 1H) , 2.18 
(s,3H), 2.32-2. 41(i.lH). 2. 51-2 . 56 <m . 1H> . 2.57(s,3 
H), 3.85(d,lH,J=7Hz), 4.19(d,lH,J=8Hz),4.32(d,lH,J 
=8Hz), 4.50(dd,lH,J=7Hz,10Hz), 4.54(s like,lH),4.9 
6(d,lH.J=8Hz), 5.34(br,lH), 5.42(br,lH), 5.70(d,l 
H,J=7Hz) ,6. 31 (t, 1H, J=8Hz) , 6.46 (s, 1H) , 7. 27-7. 39(m, 



511), 7.48(t,2H,J=8Hz),7.58(t,lll,J=8llz), 8.12(d,2II, 
J=8Hz) 

[02211 II2: lS-T'cHE-l 3-0- [ (2 
R, 3S) - 3- (tert-7*hdri/^;P^;W7Sy) 
-2- (tert-7*f-/^^f-;^U;l'^^) -3-7 
x-;prntjj-r.;H -7-0- h 'jxf-^i/'J/l/K-y 

jjeis i x-mtcitsmmm 1 mm 1 1 phk^r 

[0222] iH-NMR(CDCl 3 /THS) <? (ppm) : -0.41(s,3 
H), -0.06(s,3H), 0.57-0.66(m,6H), 0.69(s,9H) ,0.95 
(t,9H,J=7Hz), 1.20(s,9H), 1.26(s,3H), 1.33(s.3H), 
1.69(s,3H).1.88-1.95(m,lH), 2. 10-2. 16 (m, lil), 2.21 
(s.3H), 2.29-2.35(m,lH),2.46-2.54(m.lH), 2.58(s,3 
H), 3.81(d,lH,J=7Hz), 4. 14(d,lH, J=8Hz),4.31(d,lH,J 
=8llz), 4.38(d,lH.J=10Hz), 4 . 48 (dd , 1H , J=7Hz , 10Hz) , 
4.65(s like.lH), 4.67(d,lH,J=10Hz), 4.91(d,lH,J=8H 
z),5.39(d,lH,J=10Hz), 5.46(d,lH,J=10Hz). 5.68(d,l 
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H, J=7Hz). 6.51(s,lH),6.63(t.lH,J=8Hz), 7.37-7.41 
(n.5H), 7.45(t,2H.J=8Hz), 7.55(t.lH, J=8Hz),8. 13(d, 
2H.J=8llz) 

[0223JXS3 : 13- [ (2R, 3S)-3- 
(tert-7>* i/lllVX~)VT5.y ) -2- (tert-7" 

u )V ) z/ - 3 - y x -Jim tr 

JU] - 1 8 V-7-O-bV X+fr*/ U/WN* .y $ 

rh57;l-^Dli9lSffi 32 mg£gST\ 

X/M^K 4 Hi $JDA, $<c.(=±iBXS2T1l^ 
mg fc.k^b'Jxf-^rSy 0.023 ml S:JD 
80-CT- iWIBBnSBaBtLfc. tt&tiL BWtxf-A- 

*jj:txft«imr*»at*iiaL<JWPLfc. **** 

/57*- (Bffl&K ; ift&x^/W : ^4f^y= 1:2 
(v/v) ) -tDMLffiEftgft 99 ■gHtf^MMflilflc 

[02 24] iH-NMR(CDCl 3 /TMS) 5(ppm) :-0.34(s,3 
H), -0.03(s,3H), 0.59-0.67(b,6H), 0.72(s,9H),0.94 
(t,9H,J=7Hz), 1.27(s,9H). 1.30(s.3H). 1.31(s,3H). 

I. 71(s,3ll),1.92(m,lH), 2.20-2.24<m, 111) , 2.18(s,3 
H).2.46-2.50(m,lH). 2.54(s,3H) . 2.56-2.60(m. 1H) . 3. 
92<d. 1H, J=7Hz) , 4. 17 (d. 1H, J=8Hz) , 4. 32(d. 1H. J=8Hz) , 



4.57(s like.lH), 4.76(dd,lH,J=7Hz,10Hz), 4.91 (d,l 
H.J=8Hz) > 5.39-5.45(ui.2H), 5.71(d,lH.J=7Hz). 6.63 
(t.lH.J=8Hz). 7.16(s > lH),7.24-7.39(m.5II),7.48(t,2 
H.J=8Hz), 7.58(UH,J=8Hz), 8.12(d,2H.J=8Hz) ,9.89 
(s.lH) 

[0 22 5] Ig4 : 13-0- [ (2R. 3S) -3 
- {tert-7V*i'l}>VX-)\>T$.;) -2-tKo* 
v-3-7x-^TUtf^;W] -18-3i-*VA v * 

±Eia 3 x-%tz^^mm 1 *>is 6 1 isi«tcR 

[0226]^: 176-180 *C 
iH-NMR(CDCl 3 /TMS) d (ppm) :1.24(s.3H), 1.33(s,3 
H), 1.34(s,9H), 1.67(s.3H). 1.82-1.89(m,lH),2.24 
(s.3II), 2.21-2.25(n,lH), 2.36(s,31l), 2. 42-2. 54(m, 2 
H), 3.53(br,lH),3.86(d,lH,J=7Hz), 4.16(d,lH, J=8H 
z). 4.32(d.lH,J=8Hz),4.51(dd,lH,J=7Hz,10Hz), 4.64 
(s like.lH), 4.87(d,lH,J=8Hz),5.27(br,lH). 5.43(b 
r.lH). 5.68(d,lH.J=7Hz), 6.43(t,lH, J=8Hz).7.20(s, 1 
H). 7.30-7. 42<m.5H), 7.51(t,2H,J=8Hz), 7.63(t,lH,J 
=811z) ,8. 10(d,2Hi J=8llz)9. 63(s, 1H) 
IR(KBr) : 3452, 2980, 2356, 1722, 1604, 1586 cnr' 
MS-FAB: 864 (MH*) 

[0227] mm\i 

[0228] 
Hfc5 6] 
ACQ, ? PTES 

Ig2 




[02 29] 181:7. 1 3-0-h*X ( hl»x^ 
(I) 160 mg SrSST. H5-f A«y?$rfflVM8 
V 2 ml fcjni. ftftT^HJ^A (1.15MX-T 



a s 
OBz OAc 

>U$&> 1.46 ml SriDX 30 MHtLfc. -78 
X3fcH«lL5tEltM2«I82«Mfc'&fl| 150M*7-h9t 
HU75^ 2 ml (C»frLfc»«*^L3B«H^L 
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«x*;U : 1:5 (v/v) ) TfHRLiBEfl:** 

104ngSrilfeO*ftllffl*fc LTftfc. 

[ 0 2 3 0 ] 1 H-NMR(CDC1 3 /TM5) 5 (ppm) : 0.54-0.74 
(n,12H), 0.86-1. 07<m,21H), 1.14(s,3H). 1.18(s,3H), 
1.65(s.3H), 1.83-1.89(11, 1H), 2.18(s,3H), 2.10-2.26 
(m,2H), 2.29(s,3H).2.47-2.55(n) I 2H), 2. 68-2. 75 (m, 1 
H), 3.92<d,lH,J=7Hz), 4.15(d,lH,J=8Hz),4.29(d, 1H.J 
=8Hz). 4.53(dd,lH,J=7Hz.l0Hz), 4.95(d,lH, J=8Hz), 5. 
02(t,lH,J=8Hz), 5.63(d,lH,J=7Hz), 6.56(s.lH), 7.47 
(t, 211 , J=8IIz) , 7. 60(t, 1H, J=8Hz) , 8. 09 (d, 2H , J=8II) 

[023 1]X§2 : 1 8-^^-7 -0- hUxf- 

jjeis i xiktzit^*mm 1 v>iM3mm^& 

[0232] ! H-NMR (CDC1 3 /TMS) 6 (ppm) : 0.52-0.64 
(m,12H), 0.93(t,9H,J=7Hz), 1 . 05-1 . 09(m, 6H) , 1.20 
(s,3H),1.67(s,3H), 1.83-1.90(m, 1H), 2.18(s,3H), 2. 
26(ra,2H), 2.29(s.3H),2.48-2.55(m,lH), 2.63-2.68(m, 
111), 2.82-2.88(m i lH), 3.96(d,lH,J=7Hz),4.14(d,lH,J 
=8Hz), 4.30(d,lH,J=8Hz), 4.48(dd,lH, J=7Hz,10Hz) ,4. 
93(d,lH,J=8Hz), 4.98(br,lH), 5.63(d,lH, J=7Hz) , 6.5 
8(s,lll),7.47(t,2II,J=8llz), 7.60(t,lH f J=8llz), 8.11 
(d,2H,J=8H) 

[023 3] XS3 : 1 3-0- [ (2R. 3S) - 3 
- (tert-^h^rx*;k-K-;UT5/) ~2~ (tert- 
y+iVisXfrVisVfrttis) -3-7x-;U7 9 ntf?r 
- 1 8 - * - 7 - O - h U X <t)V 2/ >J ;U a* 

xiexs 2 -ctifcft^* t sat« 1 ^xg 5 fc rhkck 



[0234] l H-NMR(CDCl 3 /TMS) $ (ppm) : -0.40(s,3 
H) f -0.12(s,3H), 0.58-0.64(m,6H), 0.71 (s,9H) ,0.90- 
0.97(m,12H), 1.23(s,12H), 1.28(s,3H), 1.68(s,3H), 
1.85-1.93(m,lH), 2. 04-2. 13d, 1H), 2.19(s,3H). 2.30 
-2. 36(m,2H) , 2. 49-2. 67(m+s, 5H) , 3. 94 (d , 1H, J=7Hz) , 
4.17(d,lH,J=8Hz),4.31(d,lH,J=8Hz). 4.51-4.54(m,2 
H), 4.93(d,lH.J*8Hz), 5.37(br,lH),5.44(br,lH), 5.7 
0(d,lH,J=7Hz), 6.51(t,lH,J=8Hz), 6.55(s, 1H) ,7.27- 
7.39(m,5H), 7.48(t.2H, J=8Hz), 7.56(t, 1H, J=8Hz) , 8. 
13(d,2H,J=8Hz) 

[023 5] IS4 : 1 3-0- [ (2R, 3S) -3 
- (tert-yh^r^;^1f-;U7Sy) 
x-3-7x-;i/7*ntr^-;u] -i8"^f;w<7* 

±taxs3ti#^^fe$r^wjioxs6 tmm 

[ 0 2 3 6 ] Si£ : 171-174 *C 

1 H-NMR(CDCl 3 /TMS) 8 (ppm) : 0.90(t,3H, J=7Hz) , 1.16 
(s,3H), 1.29(s,3H). 1.31(s,9H), 1.67(s f 3H) ,1.84-1. 
91(m,lH)2.18-2.26(m,2H), 2.25(s,3H), 2.38(s,3H) ,2. 
41-2.58Gd.3H), 3.33(br,lH), 3.89(d,lH,J=7Hz) . 4.17 
(d . 1H , J=8Hz) , 4 . 30 (d , 1H , J=8Hz) , 4 . 44 (dd , 1H , J=7Hz , 10 
Hz), 4.62(s like,Ul),4.93(d,lH,J=8Hz), 5.31 (br.l 
H), 5.39(br,lH), 5.67(d, 1H, J=7Hz) ,6.36(t,lH, J=8H 
z), 6.36(s,lH), 7.30-7.42(m,5H). 7.49<t,2H,J=8Hz) , 
7. 60 (t , 1H , J=8Hz) , 8 . 1 1 (d , 2H , J=8Ilz) 
IR(KBr) : 3456, 3068, 2980, 2940, 1724, 1604, 158 
6, 1494 cra-i 

MS-FAB: 8 64 (MH+ ) 



